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(54)Title: MEDICINAL COMPOSITIONS AGAINST HELICOBACTER PYLORI 



(57) Abstract 

Medicinal compositions against 
Helicobacter pylori , which contain as the active 
ingredient a 1 -hydroxy-3 -methy 1-quinolone 
derivative represented by formula 0) or its 
pharmaceutical^ acceptable salt Because of 
having an antibacterial effect on H. pylori , the 
above compound is useful in treating or 
preventing infection of human beings with H 
pylori and infections of animals with bacteria belonging to the genus Helicobacter in relation thereto. The above compositions are useful 
in the prevention (including the prevention of recurrence) and treatment of peptic ulcers (gastric ulcer, duodenal ulcer, etc.), inflammations 
(acute or chronic gastritis or duodenitis), diseases in the upper part of the digestive tract (gastric cancer, etc.), mucosa-associated lymphoid 
tissue (MALT) lymphoma, chronic heart diseases, etc. 
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bV<te+-m0k) , ^^om\tm±M<Dmm, MALT (mucosa-associated 

lymphoid tissue) u y/mtLKim^m^o^m mm±*>$t!) , & 
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1 

m m m 

A'J^^-' tD'Jtt (He 1 icobacter pylori) tt, 1 

mm^) , mx.\zm$km . w#>«©tiMMr±»®£JS. malt (mucosa 

-associated lymphoid tissue) 'J >/m<om^hV< itfetefomgOlZmffim 

h>#>^B«( (ppi) x\timmm#<D*m&gv<\mimta*&mfr& 
t>ititamwmk (2nmm. snmm) tfmtfznz (mm, mm. 7 8#i^ 
(1 9 9 6) , mm) . ±B»*j*n. «A.«a#i§i»0iB«© 

»«#H^7- 1 8 9-^lCYL-O 2 7 2 9 S^Sti: LTlfl^StU ^©ffl&fcMt 
L - 0 2 7 2 9 Sftl^MJn/^^- • Ifo UMJCttTSftMSttKO^Ttefa 

*mm*>\X ±CYL-0 2 7 2 9 S««fcO^TttjKttWU*:»*. £ftfc 

arc, *3g8*i*arr*. 
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TIB^ ( I ) 




(I) 



(2 - t r an s -3- 
*?)V-4 (1H) -^/O>X«^0iSm^Wt^$n^«:W^)^<»:LT 



Testis l— h ^u^y-z—^)v—^juymmwx\^tomm^mz^ 
^x« j e©is^W{cfi : ^$n§^w«^<t bT^wr^ia^u □a**- • 

(I) <7)^K<i:ffi©^ #£L<ttift£#)St, mtcMLfc^J. H2^ 
*Tt5©Tc is#, t ransM, X, S^Sttto^&TS. 
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n ch 2 ch=chch 2 ch 2 ch 2 ch 2 ch 2 ch 3 
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K. ^Ptf^>m, v^St 7D>gfe, 3A^», 77JH, VW>g£, ?L&, 

»6n**tttt, 7;PXDA^^-S(Arthrobacter)fCjR-rsra» tfijTU&fcfftn: 
^x*tt«9BflS»f fcffllRffKSnfcffieMF E RM B P - 6 3 2 6 ^©7;i/X 
DW^- XXkT-CArthrobatcer sp.) YL-0 2 7 2 9 SftOTL, 
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4 

feb , WJS^©ii?Hbi?±8B©£Jg, MALT (mucosa-associated 
lymphoid tissue) U >/tgt>b< ttfi&^Ji^©^ mfg&lkfc^tr) , & 

m, ^(Dmommmtim^x, mi mm, mmi mtm, am, 

3i#Jj&Al H^OSiPTO. 1~5 0 Omg, «PT?0. 01~100mgT 

*>&n*. ^i©ck-5^@^Mfi£^{c^viT«, -oxtt*n«±©iStt«K*«. '> 

fc<£fe-r>©*»ttfc»f«ij, 09A«fL*. T>-h-;k 7K#«. fcKP* 

manm&jiomm. m«^f7u >sr7^*~>* A©ck5fcsfc$*»^ 

a>SjXtt7x;i7^>m©i5^mb^JX«^MIij^J^WUT^T J bJ;^. 
^JXtt*J9tt^fc«t0v3«l, -tf^>, kKP*v7Ptf;Hr;PP-X, k 
HD*^^Dlf;M^^P-^7^W-hfe^©W*tt**^ttJ!l*tt*»© 
7^;i/AT#Jg|LTfc<J;v>. 

8PS^©fc©©tt#*&jfc*m, a^jwfcwssnsfusai, jgtt$j, 
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5 

mfim®M, mmm, mmmo£?tsiti&jM, vmi, mm. ®m\* 

\i7u\zu>#V3-)v, tfvxf-uytnjn-jv, *v-7fo<D&oimmfa, 
ic^gfl^. mmm. mmm, mtai. ftmm, &s&m mxn, *?vv-X) , 

**->x?- i/ u t^y^o tr w >^ u □ -> a «tii&teSfxxx;ns^) 

a-x (HPMC) , #Ut*x;nfD»J H> (PVP) , #>jx3^>^'Jn-Jl/ 
(PEG) ^©*$teii55HS •tS)Vi£* ; s*?)VX.?)Vt)VU-7, (CMEC) , 

A<f Ho^i/^ntr;i/^^JHr;i/n-X7^l^-h (hpmcp) , **7£U;i' 
&*3S>P-**7£U;i^&S-&# (t<h*7=fyM, S, j$,S£;n-A-7 

0— tK^ox^XHJ X r-it'f^nf^Xh'JX A-r FP*~>:/nfcMH3 
IK ■fDf+X h U >^©t Ho+i/7JWWt'>^Df^ h 'J >> ;WWt$/ 

^ Df+x h u ^xtts^^/siK ? Df*x h u >mo^ 2 Dt+X h u > 

£*<Dfem , mmm*, ^yt-tJH 5 7-1 5 9 (1 9 8 3) Rxtm* 

ty^77No. l. $L®*mmm\ , *#swie>, v:7MKx>;*a, 7 8 
-8 2 (1 9 8 8) ] . cost, &&l<\z, mmt pimimt<Dmft#m#& 
mj&z^mm&z&WTzjsmtmmztiz mmms 6-49 3 ut, fr2 
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4 6 0 6 6 7^) o 

&5-Mm\mmLtz&5\z. *^^U3/^^-. vuvmrnmrnfototm 
tr->'j>, A**>tf->u>, ^>tr->u>, *xd~>u>, x;u^s->u>^) , 

*s>, t7*K+yA7D+tf;K -fe7^^>A, -fe!7:/-;K -fe^^^>, 
i?) , ^A^mM (MM*, yu^*&, Xli'JWA73*y;^) , 

*/o>ay£?riJ (0d;tfcf, *:7D*+>-~», M*7D*if~», /;K7o*i*"», 

n*+h-», 7x/t7D^y>, f77D^y>, ^7^^v>, 

Atf. y^fy>Xli77W>^) Xte^UsA**- • tfnU 

^a&fcl 1 

*%WVnm<D in vi tro K«H*ErF©#i*fcJ: DfTfrft7Co 
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(1) &mym$Gmx¥tii<Dftn 

IWrSM^l 0 Q%VM-)V7s)V-fc*i,\i (DMSO) \zmML, 2&%m 
fzl 0ml<D7)V-k7m3i&m (0. 1 % 0 — *J--f £ Pt^X h U » £iD;L, ig 

(2) &3tm©P?§3<i:&m*iJ£ 

7)l-t?m3i%M (5 %fiF^Jlll»^W) £ffl^-C?;i^#;W >*n^-*- (N 
2 :80%, C0 2 : 15%, 0 2 : 5 %) 1?3 7*Ci3T3 BPnUS^Lfc^U 
^— • kTP'J®, mX\ts\*)nn>;?- • tfP'JATCC4 3 5 0 4£, iSgfcck 
D&1 OWlml ^^.fc^^^JHr^^PX^fflViTiS^Lfc. 1^ 

s.9n77>*-&m^Tm5 a i &m?i&m\zmmLtc. mmLtzm^foz, 

±fBv;P^X-r>^ra^-^-{C3 7*CT3 BP«1 (7 2^) J^TS. 

*%^ta^\ u p ^- . tf p u m mmmj&NHDM. icuo.o25/ig/ 

m 1 -Zfoitzo 

mn®n<D in vitro m.m\mTo%m\zj:?)ftt>ntz. 

IHffitS«3»$ 1 0 0 H (DMSO) KfctfU 2fe%m 

^tfc. *ftvm&imfiz"r-uizAn, zzwzmmms ox:\zumvT&^ 

fcl0ml©^-i!7^Jgi (0. 1%0— !M*P7^XHJ» {dJJDA, 
2 8 0%, C0 2 15%, O z 5%) T3 7'C{CT3BF^aLfc'\'JPn;7^- • 

trpu», w^U3w^--ifoijATcc4 3 5 04^ mmz&r)®i 

OWlml \ZtL2>&o\z7)l>±7~7ux&m*TMmi,rzo 
M7^DX^UT10 0M^Lfci^, I^^tWTS^iil:, S^P 

^7>^-^^ti!)5/t i *m?i&w\z8mLtz 0 mm\stzm?imt, ±m-? 
;^^-r>^a.^-^-ic3 7 < CT3 0F B i ( 7 2 n#r^) ®m?z>o %mzm7L 
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l-kHD*y-2- (2-trans-/*3i;P) -3-^^-4 (1H) -*/D 
>©MICteO. 0 2 5jKg/mlTfcofc, 

mmms 

mtm^mm, vm®m\zntz> in vi tro K»««T©#ftR:£ o fxfrnfc. 

^^H^W^¥«©f^l3 
fffiffi-f 5$lSt£ 1 0 O^^^^mvH (DMSO) fc»#U 2fg^*»J 

1tl Om 1 <D5.D.-7-t>h>m?i%iMzlJaZ., Mft&, @J£>£. DMSO©« 

5 >h>7PX£fflV>T#n 0 6 i/lml \ZtiZ>£?\Z%>$im 

1 *^OT«SLfCo &abfc^¥«£. 3 7t:©77>^l 8Mt 
bfc. «§^fc7U££5G;¥«£«ISU Jtm©t^Snfctr>£/J^Jiftg£M I 

l-th'P+y-2 - (2-trans-y^-;i/) -Z-^)V-A (1H) 
P>tt, X^7^D37*7 7")1/D7 (Staphylococcus au 
reus) FDA2 0 9P, Xv'xUv'7 3'J (Escherichia co 
1 i) O-l, ->a-HW IM/If (Pseudoraonas aeru 
g i no s a) NCTC 1 0 4 9 0 ©«k3fcf^Watt*fttt«, WW 
I 1 2 . 5 /i g/m 1 JK±©fiS^b^o 

SIMM 

IR^ttMfc^fr* in vi tro tt*»KT©^K:«fc Off totlfc. 

mmtz>mn*\ o oxsjjWI^pjM^f (dmso) fc&fliu 2fl&^j 

tzl Om 1 ©GAMSt^&ifcfcilD*., *g*n&, BJ6£. DMSO©S&igg?«l% 
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9 

GAM7-r3>£/B^T. N 28 0 %CO 2 l 0%H 2 1 0 %0*g£#XT:*fXfi&L 

l-th*D^>-2- (2 -trans -/*-)V) -3-*^)V-4 (1H) 
□ F/^f'JDA t7>f^A(Bif idobacterium b 

i f i dum) CAYA2 1-1, ^7hX h V? 7d^^X (P 

eptos t reptococcus produc tus) CAY A 12 — 2, 
/^fO'ffX (Bacteroides f ragiris) GA 

1 5 5 6 2<D£z>tzM&m%.&miZtt-rZMI C#2 5u g/mUD^ffi* 

H»J5 

MJ3/^^- t!DUl^t*S in yiyotn.m^m^mr<D^mz^r)fft>n 

fc. 

in vivoiaMfStt 

mwtnmt. %feLtzmmm£isnx^z>zj-*xs.&*>-iz>^xmmi,rz 

(J. Gastroenterology 31: supple IX, 24-28, 1996) . m&m&ZltrzZi-ZXS. 
(Mongolian gerbi Is, (MGS/Sea), male, 4-week-old) \Z. ^^m^tahtz 
7)V-t7 7uX-cn&%mistc Helicobacter pylori ATCC43504 WomM^. V> 

mzu^xmmizmmzit iomg/kg, img/kg x\t o.imiAg <Dm&mn&*\zT 1 

&£iote£?ij^u i&^+o^iiciiL, s&#mtt&#&swii 0%C 

Z\<Om^ 1 -tHD^-2- (2-trans-/*~;» -3-^)V-4 (1H) 
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N CH 2 CH=CHCH 2 CH 2 CH 2 CH 2 CH 2 CH 3 v ' 
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2. 1-th'U+y- 2 - (2-trans -y -3-*3MP-4 (1H) 

3. ft'Mja/t**-- t!DUffl©^J©^ig©^©TIBS: (I) 



^^^N CH 2 CH=CHCH 2 CH 2 CH 2 CH 2 CH 2 CH 3 
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